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preparation of phenylthiopropoxyphenyloxybutyric ac 

derivatives as leukotriene antagonists 
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Patent 
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PATENT NO. 



KIND 
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ER SOURCE (S) : 
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\B Title derivs. I (A, B = CO, hydroxymethylene ; E = H, OH, acetoxy; G, L = 
Et, acetyl, 1-hydroxyethyl , 2 -hydroxyethyl , hydroxycarbonylmethyl , lower 
alkoxycarbonylmethyl; X = void, 0, 02; Rl = H, lower alkyl; X = 0, 02 and 
B = hydroxymethylene when A = carbonyl, E = H, and G = L = Et) or their 
alkali salts, acting as strong antagonists for leukotrienes C4 , D4 , and E4 
and useful for antiasthmatics, are prepared Thus, treating 

2 ■ -hydroxy-3 ' - (2 -hydroxypropyl ) -4 ' -mercaptoacetophenone (prepared in 6 steps 
from 3-allyl-2,4-dihydroxyacetophenone) with Et 4 - [6 -acetyl -3 - (3 - 
bromopropoxy) -2 -propylphenoxy] butyrate gave I (A=B=C0, E = H, G= 
1-hydroxyethyl, L = Et , Rl = Et , X = void) . 
[T 167211-60-1P 167211-72-5P 167211-78-1P 
167211-82-7P 167211-90-7P 167211 - 91 - 8P 
167211-92-9P 167211-93-OP 

RL: RCT (Reactant) ; SPN (Synthetic preparation) ,- PREP (Preparation); RACT 
(Reactant or reagent) 

(preparation of phenylthiopropoxyphenyloxybutyric acid derivs. as 
leukotriene antagonists) 
IN 167211-60-1 CAPLUS 

:n Butanoic acid, 4 - [6-acetyl-3- [3- [ [4-acetyl-3 -hydroxy-2 - (2- 

hydroxypropyl ) phenyl ] thio] propoxy] -2 -propylphenoxy] -, ethyl ester (9CI) 
(CA INDEX NAME) 
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]tO-C- (CH 2 )3-0 

IN 167211-72-5 CAPLUS 

:N Butanoic acid, 4 - [6 -acetyl -3 - [3 - [ [4 -acetyl-3 -hydroxy-2 - (3 - 

hydroxypropyl) phenyl] thio] propoxy] -2 -propylphenoxy] -, ethyl ester (9CI) 
(CA INDEX NAME) 
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;to-c- (ch 2 ) 3-0 

.N 167211-78-1 CAPLUS 

'N Butanoic acid, 4- [6-acetyl-3- [3- [ (4 -acetyl -3 -hydroxy-2 - 

propylphenyl) thio] propoxy] -2- (2 -hydroxypropyl) phenoxy] -, ethyl ester (9CI) 
(CA INDEX NAME) 



n-Pr 




RN 167211-82-7 CAPLUS 

CN Butanoic acid, 4- [6-acetyl-3 - [3 - [ (4 -acetyl -3 -hydroxy-2 - 

propylphenyl) thio] propoxy] -2- (3 -hydroxypropyl) phenoxy] -, ethyl ester (9CI) 
(CA INDEX NAME) 



n-Pr 




EtO-C- (CH2) 3-0 

RN 167211-90-7 CAPLUS 

CN Butanoic acid, 4 - [6 -acetyl -3 - [3 - [ [4 -acetyl -3 -hydroxy-2 - (2 - 

oxopropyl ) phenyl] thio] propoxy] -2 -propylphenoxy] - , ethyl ester (9CI) (CA 
INDEX NAME) 
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EtO- C" (CH 2 )3"0 

RN 167211-91-8 CAPLUS 

CN Butanoic acid, 4 - [6-acetyl -3 - [3 - [ (4 -acetyl -3 -hydroxy-2 - 

propylphenyl) thio] propoxy] -2 -propylphenoxy] -, methyl ester (9CI) (CA 
INDEX NAME) 



n-Pr 



O 




4eO-C- (CH 2 ) 3-0 

*N 167211-92-9 CAPLUS 

:N Butanoic acid, 4- [3 - [3 -[ (4 -acetyl-3 -hydroxy-2 -propylphenyl) thio] propoxy] -6- 
(chloroacetyl) -2 -propylphenoxy] - , methyl ester (9CI) (CA INDEX NAME) 



n-Pr 




167211-93-0 CAPLUS 

Butanoic acid, 4- [3- [3- [ (4 -acetyl -3 -hydroxy- 2 -propylphenyl ) thio] propoxy] -6- 
[ (acetyloxy) acetyl] -2 -propylphenoxy] - , methyl ester (9CI) (CA INDEX NAME) 



n-Pr 
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rhe title compds . (I; Rl = H ; Me, Et ; XI, X2 = 0, S, SO, S02 ; XI = X2 
* O; m - 2-5; n = 3-8) , useful as antiallergic agents, are prepared A 
fixture of phenoxybutyrate II, bromopropyl thioether III, KI , and K2C03 in 
vie2C0 was refluxed to give 72.4% I (Rl = Et, XI - S, X2 = 0, m = n = 3) . 
I showed 66.7-96,2% inhibition of leukotriene D4-induced 
oronchoconstriction at 50 mg/kg p.o. in guinea pigs. Addnl . 70 I were 
also prepared 
125961-80-OP 125961-81-1P 

RL: BAC (Biological activity or effector, except adverse); BSU (Biological 
study, unclassified) ; SPN (Synthetic preparation) ; THU (Therapeutic use) ; 
BIOL (Biological study) ; PREP (Preparation) ; USES (Uses) 

(preparation of, as antiallergic agent) 
125961-80-0 CAPLUS 

Butanoic acid, 4- [6-acetyl-3- [3- [ (4-acetyl-3 -hydroxy-2 - 

propylphenyl) sulf inyl] propoxy] -2 -propylphenoxy] - , ethyl ester (9CI) (CA 
INDEX NAME) 



125961-81-1 CAPLUS 

Butanoic acid, 4- [6-acetyl-3- [3- [ (4 -acetyl -3 -hydroxy- 2 - 

propylphenyl) sulf onyl] propoxy] -2 -propylphenoxy] ethyl ester (9CI) (CA 
INDEX NAME) 
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O- (CH 2 )3~C-0Et 
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Anti-allergy (no data) bicyclic compds . I [R, Rl = H, alkyl; RR1 = bond; 
R2 = C02H, carboxyalkyl; R3 = substituted OH, SH, NH2 ; R4 , R5 = H, 
halogen, (un) substituted OH, NH2 , alkyl, acyl; X = S, 0, NR6 (R6 ~ H, 
alkyl)] were prepared Thus, 3 , 2 , 4 -Pr (HO) 2C6H2Ac reacted with 
4,2 / 3-AcPr(H2N)C6H2S(CH2)3Br to give phenol II, which cyclized with 
Et02CC02Et to give quinoline III [R7 = Et, R8R9 = CH : C (C02Et ) ] . The 
latter compound gave III (R7 = H, R8 = Me, R9 = H) on hydrolysis. 
87472-34-2P 

RL: RCT (Reactant) ; SPN (Synthetic preparation) ; PREP (Preparation); RACT 
(Reactant or reagent) 

(preparation and hydrolysis of) 
37472-34-2 CAPLUS 

4H-l-Benzopyran-2-propanoic acid, 7- [3- [ (4-acetyl -3 -hydroxy-2 - 
propylphenyl) thio] propoxy] -4 -oxo- 8 -propyl - , ethyl ester (9CI) (CA INDEX 
nJAME) 




